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EH*ig^. C 
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(2) 

imm 1 ] 




Y:N. X\tX^RUx2f)ii^izN(Dtt. YtiCR 6TaferpTt)J;t,^ 

Rl :-NRaRb. fflL,, S-E -R 275tm&(CB«|»&WrS7x:^Jl'Xtt6fiHB«l«S*-rS 2 - tf 'J 

bTliTt>i:livi7D7;l''^z:;P. -O- (B^SSrWUTtiTfc.kliT'J-;!') , -S- (BSI»€'*L.TUTt> 
J;li7'J-;i') . -O-C i-27;i'4^^>- (S^S^*UTliTt)J;U7U-JP) , -O-C i - 2 7;i'+U-> 
- (fijiSS:<rbTViTt)J;t^475M8a©*?gfi&ifDet<«-a5^fi&ifP'\7-nS) XH-O- C 1 _ 2 7;i'+ U> 
-OR' TSoTfciti. 

Ra&Z>'Rb : l^-XttSi^ioT. H ; CO-i&m7)i'^)U ; S O 2 -fi)iR7;i/+;U ; BttS^WbTV^Tfe 
i7n7;i'+;i':BglS*#bTiiTt)<fcVi7'J-Jl'; Xti, BSi»**UTi>Tt)<tViv5'a7;P+;k Bji»i&* 
bTUTfcJ;l»7U-Jl'. BgiS5:WLTl^Tt)J;l^475M8M<7)*S®fPeKH-gS^ffifP'\xnS« CO-fi 
m7)\'^)l, S0 2-^f&7)V^)V. OR' « SR' . NR' R" . ADy>. NO2. CN, Sr>*COOR' 
;^j:^ffil/i)^?.a#i^StlS 1 ~ 3fl<7)fijiS£WL/TtiTfccfcl^iSiil7;i'+;W ; fflu. R a&tA'R b(D'>;^< t fc-^&H 

E: Ci_37;U4^U>. h*r:^> (-C = C-) . X^-Uy (-C = C-) . CO. NR7, CH2- 

J. C0NR8xttNR9C0. 

J : O. S. NRlO, CO. SOXHS02> 

R2 : BSI»5:=tLTl^Tfcj;l^7'J-;k figlS^#bTliT'bJ;^i'\xn7'J-;k BSIS^^bTI^^Tfeili 
vi7n7;i'+;k BjiS^*L/TliTt)J:U->^n7;wyz:;k Bft» **L.T^^Tt)<fcV^47I(S8aw*Sfi&?P^ 
b<H-|B^«gifn'\T-n^. -O-R* XH-P ( = 0) (OR' ) 2 
r3~r10, r' stXR" : l^-XHS;5:-3T. HXttiSiS7;i'^;U 
fit, JJilT©ft^«J*|^<. 

(1) Xl. x2satYAtN. RatRb*jpSS-r5Nlf^i:-#t;S:oTe'^'Ji^y*}^fi!cU R3tR4;jt#l3 

r:;i/Xtio h n 7 xz: jUT'afe?){t;-&tl> 

(2) Xl, x2su:y;5W. Ra.hRb^WrSNIS^-ii-^t/i^jTt'^Ui^ySJ^J^ct. RS^tH. R47)t 
Z^;!'. E^s^JS^. *OR2;^Jj(5|1^7xz:;k m->C^;i'7xr;k p-i?DD7x-;k ra-;*h+v'7xr: 
;i'Xttp K n 7xr.;PTab'5>{b 
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(3) Xl. x2^Z^Yt)iN. R a tRhfimmt^mft-WtfioX. 4 - >^^)\^- 1 -\^^y~y-)V^m^ 

m-i/un73L-)V, p-i7nn7x:i;PXtim-:::hD7in;p-e*5{t:^!g», 

(4) xl. x2^zfYf)iN. R2*igg|S$*bTtiTt)J;lW5^'/'j;k 5--ha-2-y^))VX\t5-~ 

h □- 2 -9X-)lT$>^it^^. 

(5) xl. x2stjCY*W, RaiRbASSS^-rSNIii^i-ftt^ioT. S^S^ffbTl^T^j iVU - ^7 V 
*})V^mfS.V, Ei)m^^. *oR2;)t5legg|7x:z;i/X«tJU3f>'jyT*-5{b^«i, 

(6) xl, x2js-OT;iJN, Ra;<|JH. R b*^>i7n^nti;k E7)S*i!6^, *OR2;JJp- (hij7;i':tD>l5^ 

7xz:;PTi>^{t^#|. RO^ 

(7) xl. X2&tXY/0«N. Ra;5S/5'Jk R b*52 - t K D^^v-^a tf;k E*S*^^. *OR 2;!lJ3 - t'U 

6-77A>- 1 —fJU-S- (6-/ h + ->(f' Jv>-2-'f;i/) -1, 2, 4-hU7>/n [4, 3-b] tfU 
y>'>. 6-7if/'?>-l— Yjlz-S- (6-7'n^:t;Ui^>-2— Y;!/) -1, 2, 4-hU7V^n [4, 3-b 
] euyi?X 3- (3-^< h^^v7xr:jP) -6- (t'^'J 1 — f;U) -1. 2. 4-KU7'yn [4, 3 
-b] tr'J^^v>> 3- (3-7'nt7x-;i.) -6- (fcf^U v>- 1 -'f JU) -1. 2, 4-hU77n [4. 
3-b] t>J^v>>. 6-7-b:VO-l-'f;l'-3- (6 h + vtf 'J v>- 2 —f -1. 2. 4-NU7>/ 
n [4. 3-b] tf'jyv'X 6- {A:-Z>)V-tU\d-^^)i?>-\--i M -3- (6 h+v-tU x>- 2 —f 
-1, 2, 4-h>J77n [4. 3-b] tf'jyvX 6- (3 -7tJ-*b'vi7D [3. 2. 1] :ti7^>-3- 
-f;U) -3- (6-/ h:^^vtf'Jv>-2-'f;W) -1. 2, 4-hU7'/n [4, 3-b] tf'J^'v>. 6- (4 
, A-i>7)Vtu\d.<y)i;y-\-^)\,) -3- h+vt:ijv!>-2-'f;i.) -1, 2. 4-hiJ7>yn [ 

4, 3-b] e'J^v>. 6- (3. 3-v7;U:tae'^'Jx>- 1 —f;!/) -3- (6 h+vtfU v>- 2 - 
-fJV) -1, 2. 4-hU77D [4. 3-b] t^'J^v'^. 6-77*>- l-'f;i^-3- (G-y^nttfUvV 
-2--i)V) -1, 2, 4-hU7yo [4. 3-b] t'jyv'>. SZ/e- (8 -7-tf fvi^n [3. 2. 1] ;t 
i7^>-8-'f;P) -3- {Q--:fu^\d\}i>y-2-'i M -1, 2, 4-h'J7yn [4. 3-b] tfU:5^v> 

[»*«3] 

[W*«4] 



[0 0 0 1] 
[0 0 0 2] 
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(4) 

•5i:t**S^$nTl3 0 (New Eng. J. Med. 314, P 1 9 7 6, (1 98 6)). #Jg^ 
[0 0 0 3] 

[0 00 4] 

hf)7'/a\doif-:^>mmmzmt^&.T(Dmmi$>^ (X'pommi. ^E^^g^-issc (d tcijtt^ie 

(1) Xl, X2S?>'YA5N. Ra tRb;5?^^f €iN^^t-^t:<!:;^t)TI:?'^U>'y^}^)«t, R3tR4;!,{^(^ 
-)lX$>^it't^<0^^ (imffy:1Sil0m) ;R2*tp- (h^JyJVto^^M y ji-jixiitp- i7 nay 

)ir'&^it^<si mwfficmz^m) ■.mmzR2f,io--h-nyx.=:.)vr&^n:^(^ (fmwxms^m) A^-e-n 

p^f';^ E:(5i*«g^, 35oR2^j*llg|7x:z;k m- ^'f)\,yx.-)V. p-i7aayx.-)V. m-Zh^^i/^xn 

4mui,z5^m) = 

(3) xl, x2RaCY*5N, RatRh/)mmt^Nm^t-i^tfi-oX. A- ^^)V- I -\i^y'y-)V^^^ 
U. E*«mi^^. *oR2;<,j7feg|l7xz:;k p-j>i^;P7x:n;k m-/5^;i^7xr:;i/. p-/ h:^^v7xz:;k 
m-^Dn7x::;i/. p-;^nD7x-;i.Xtim--Sn 7 xn;UTfe 5 «M«3t*£3Sf^ffl -5 h U 7 '/n 

[0 0 0 5] 

(4) xl. x2su:yA1N, R2 7)«ag|SS*tTl>Tt)J;tW5^^7U;UT*-5ttii^k^!t!!( (ItypXilte. 7R 
?X8#,1) R2*S5-- hD-2-7'j;PX(±5-:2f>n-2-5'x-;PT&-5taa'ft:^ti (!|#tf:Stil{9 

. 1 o&z;i i#8g) 7jsM^$nTVi.5. 

(5) xl. x2RatY;5tN. Raa:Rb*i|8»-rSN®^-t-*<!:;^oT, BftS^WLTl^TfeJcVU - tf77 

^})i'^mmb. Efim^-^. *^-^R^A^*&^yj^-)vx$,^it^<^(0'^^ {imnicmARzfs^m) :*fcR2 

(6) xl. X^RUY^j^N. R&/)m. Rb:<>S->^DyPtf;k E*i*^^. ;{)OR2;Jtp- (hU7;U:fn^5^ 
;i/) 7x:^;l/T*%^k^^;5Si!EfilT-*S (#!|#ffXit 7 #Bg) . 

(7) xl, x2st;Y?!)5N> RaA^A^JV. R b *t2 - 1 Kn + v-^D tf;k E *OR2*J3-tf 

U'y)ix-$>^i^sk&m^^-r^it'tm^^^x$>^ mwffi^ms^m) . 

[0 0 0 6] 

sfc, Risuf-E-R2,5i^{;*ajieu<ttasi7xn;i.aT*-5hU7\/D 
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(5) 

mm^^^t^^t-^^tbT mmxmi i » ia^^mtLT mwmxmi 2Rumxmi 2 
PM) m^^ti Tv^^o ^<Dmoi\:-^}^(D'^i^i(om^i)$>^ (m^ii, tmvficmi 3, 14, 1 5sj>*i6# 

[0 0 0 7] 

mVfXmi) #B¥8-23 1 5 6 9^^^ 
[1fi^3ti)52] !^W¥9- 1 8 8 6 6 5^^^ 

mpfxms] ^mwns. 957, 7 6 6^^z>i^ 

C^ltffXI^l] Te t r ahed r on, 2 2 (7), 2 0 7 3-9 (1 9 6 6) 

[#^fFS:l«2] CAS Registry File RN= 2 8 9 6 5 1 - 6 7 - 8X0^2 0 2 8 2 0 - 2 6 - 
6 

m^nicms] M.mtl^aif Uy>y SPECSa) Re f code : AG-6 9 0/307 aOS l 
mffXfS^4] K'f>y#ff2, 4 4 4, 3 2 2^ii^ 
[#fFS:Si;5] #f^^5 0- 5 8 0 9 2^ii« 

mvficme] ]''^y{Lifmvf2, 261, 593^^^ 

[#WXffi7] \i'iyikmWW2, 2 5 4, 8 7 3^ii^ 
tlfl^XaRSl \'^y'xkm^ff2, 2 1 5. 9 9 9^i:tffi 

mnxmd] K<>yiiP^!l#t'F2, 1 6 1. 5 8 6^iiffi 
mVflcmiO] h''f7iili!tffF2, 1 6 1, 5 8 7^^iiffi 

mnicmii] K'f>yiiM!t#W2, 113, 4 3 8^^® 

[#i|#flF3tfi«4] Tetrahedron, 55 (1), 271-278, (199 9) 
Umff-lcms] J. Heterocycl. Chem. 35 (6), 1281-4. (199 8) 
C#^!|#WXii6] CAS Registry File RN= 3 2 5 7 0 6 - 9 0 - 9 
t##f^XIR7] CAS Registry File R<N= 2 8 9 6 5 1 - 6 8 - 9 
[##flFXSR8} F a rma c o. Ed. Scl., 34 (4). 2 9 9-3 1 0, (1 9 7 9) 
[|^#fFXI^9] Ac t a. Pol. Pharm. 56 (1), 61-68, (1999) 
H^i^fFXfi^l 0] B i o o r g. Med. Chem., 2 (8), 7 7 3 -9, (1 9 9 4) 
[##8^iSRl 1] Re V. Med. -Chir. 8 1 (3), .4 6 9-7 4, (1 9 7 7) 

2] J. Med. Chem. , 24 (5). 592-600, (1981) 
[WnXm. 1 2 ] #PBBS 5 9- 1 8 4 1 7 9 

(l^lf WXiJ 1 3 ] E g y p t . J. Chem.. 43 (1). 1 7-2 9. (2 0 0 0) 
U^^VfXf^l 4] J . Heterocycle. Chem. 22 (4). 1 04 5-8. (1 9 8 5) 

[#!|#llF3tK 1 5 ] I n d i a n J. Chem. Sect.B. 16B(2). 163-5. (197 
8) 
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(6) 



[*#fl=Xitl 6] Re V. Roumaine Chim. , 10 (7), 641-7, (1965) 

Umnicmi 7] ^S.tDl'TzTT.hyi; hCA6 1:3103b 

HmnXt^l 81 ^r5;^;i'7yx hCA5 2 : 1 84 24 f 
[0 00 8] 

[0 0 0 9] 

[0 0 10] 

1-?it>%. TE-«ES (I) TS^$ns#^«Sl^«{k^#lXti-€-®§S«^6«J{Cff^$tl-2)«trglT5. 



Y:N. XliXl&t;x2 75S*(;N©tt. YfiC R 6 T*t)Tt)iVn 

Rl :-NRaRb, (BU, S-E- R 2;)Jmf4trllg|» *t-r?.7ir:jl/XH6fi{Cg«IS&W-r-S 2 - bf U xJk 

UTtiTfcJ;V^vi7n7;i'^r-;|., -O- (l«IS^WbTl^Tfcj;Vi7'J-;l/) , -S- (M^S^^bTl^Tfe 
j^U7^)-M , -0-Ci-27;U+k>- («glSSr*bTt,iTt)±t^7U-;i') . -O-C i - 2 7;m^W> 
- {Stt*<£#bTliTt)J;lM75M8M<D#SfiSfP«b<tt-S|5JFfiaft'Vxa||) Xtt-O- C 1 - 2 7;l'4^U> 
-OR' X'h-DXh^<^\ 

RaROfRb : IM-X(iSi^oT, H; CO-f&m7)l^)l ; S O 2 -teiSi7;i'+;i' ; S-*UTl^Tfeit,^-> 
i7D7;l/*;W; H^S*WLTV^Tt)<tV>7'J-;P ; Xit. lftS<£*LTV>TfcJ;l^>'i7n7;i/4^;k fi«l»<&# 
bTl^Tfciti7U-;k ■«S5;WbTViT*)J;lM7!rM8*<D#SffifP«b<tt-««^ffi?P'VTnS, CO-ffi 

^7;p+;p> S0 2-<SiS7;p=^^;k or' . sr' . nr' r" . ADy>. no 2. cn. stXcooR" 

Xtt, RatRbttB!|fi5-r«NlS^i-#:t;4oT> '\xDMiFtUTNIi?-*l~2{i$Wr-5 475M8f|«SfP« 

L<«^fiS?P'\xnS^mb, ^^rn^H. ^>-tf>«SK«->i'D7;U4^;PStSS^bTt^Tt)<t<. 



[ft 2] 




( I ) 
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(7) 

E Ci_37;i'=^U>. \d-U> (-C = C-) . X5=t:U> (-C = C-) , CO. NR7, CH2- 

J. CONR8x(iNR9cO. 

J :0. S. NRlO. CO, SOXHSO2. 

L.<tt-g|5^iS?0'\xoS. -O-R' X«-P (=0) (OR* ) 2 
r3~r10, r' sotR" : |^-X(iS;^oT. HXtt<6iS7;i'+;P 
[0 0 11] 

(1) Xl, x2Ro;y^SN. RaiRb^tBS^-r§Ng^<i:-#:i;^-DThr'>^'JvV5)^^U, R3i:R4;jt^(- 
E;!)S#^^, fl.-5R2:<)St!/^iJ ->V. *aSl7xr:;k p- ( h U 7;i':tnpt5"JU) 7x:zjk p-i7Pn7x 

(2) xl, x2B-aCY;5JN. R a iR b;!|5|?Sj*1-SNII^ t-^^ti^cTtf'^U r3;5SH, R4;!|t 
Z^^^P. E;!iS^^-&. 75oR2;5Sj^Rii7x:z;k m-/5^;i'7xn;k p-i'nD7xz:;k m-/ h=^->7xr: 
;i/X(ip h n 7xz:;i'Tc&-5fb-&!^. 

(3) Xl, x2stXY35JN, RatRbiimm-r^Nm=Ft-Wtf3i-:3X, A-:^^)V-l-\^^y'y:=.)Vim'^ 
L. E^i^i^-g-. *or2,jj5^b^7x-;1/. p-;<5^;i/7x-;k m-/5";i'7x-;k p-/ H^>'7x:i;k 
m-i7nD7x::i;P, p-i7nn7x-;l/XHm-- hD7xr:;UTafe?)ft-&#). 

(4) xl, x2RtXY^SN. R2;5Sa^a$#bT^>Tt)J:tW5yy'J>'P, 5 -z: hu- 2 -7'J>/PXti5 

(5) Xl, x25ctXY;55N. R a <hR b*5gii*t-SNmTi— *<i:;^-pT, g^fea4WbT^iTt)J;^U - hf7\/ 
UJl'SJ^^U, E;5sm^^. ;<ioR2A5*Sg|7xz:Jl'X(i*;P*'J/-C*-5{b-&tl. 

(6) xl, x2RtXYAJN. Rajjm. R b75i->i'n7'Dtf;k E*S*ig^. AoR2;5tp- {Y^}ymu^9 
)V) 7x-;L'T^§{l:-&!fe. RJX 

(7) xl, x2ro;y;5jn, Ra;)tp(5^;p. RbA52-tHn:^^->-::^ne;k E*«*i^'&, *oR2;5«3-tJ'J 
[0 0 12] 

[0 0 13] 

Jli 2: TAlkJ tnSEfS. rc 1 _ 2 7JU=^^U>J tbTtt. »*b< H/^U>RtXx5"l/>*T*-5, 

r7'j-;k ifftKfiCe- 1 4*^75S3^^7'j-;i'»TS.^o J;i9»*b<n, yx=.)VRz:^i-y^)V 
Ml::fftL<(i. 7xx;uST^i). Sfc. 7xx;i.»nc 5 _ s ->i7n7;P+;PSASiffiSL, 0iJ^tJ, 
-f >^^x;l.XHxh7fc:h*n:>-7^;i'»f?S:J^J«bTl»Tt)J;l». fi^ira7)l^)V} tt. ff*U<ttC3_i4v 
fa7)l=^)im-C$>K>. ^R^gSWbTi^TfcJ;^^. J;i3ffit<ttC3-i o>'i'n7;i'+;i'*T*0. 5{;»ib 

;UJ <Dmz. lXti2<BOxa^^S::tf S»T'*5. 

r47iS8«(D*^efteL<tt-a^fig?n'\T-nSj tt, N. S. Oi^^MU^n^^ 
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(8) 

Tl^Tfeit^o $?^U<«. xh7 1 h*nfcf7-;k r h7 k KD77r:;k tfu'Jv':::;k tf'^Uv^k 1, 2. 
[0 0 14] 

rAxDT'J-jPj tbTfi. N, S, 0:!5^e,S#?$n^'\xP!I^^&175M4fi^*-rS575S6*#S'\xn7 
U -^S. ifetXtC d n 5> >-t* >S|^ L<ti571;M6*mSArn7'J->/P<i:i®^L.Ac275M3 iSiC'vr □ 7 U - 

, tfD'j;k -f5yi/'j;k t:77u;k ^7i/'j;k 'fv^7\/>j;k :t+-y-y'j;k 'fv:t+ii-7u;i'. 

v7yu;k 5'7x77'j;k SU77U;i'> xh^7'J;k tf'JvJk- tfUSvz:;!.. hf'jyv'njk tf^vr:;!/ 
&D^N'J7xz:;l'S;itff^L.<, 27!>S3^S;'sxD7'J-;i'iUT(i. '^>777^;k 'X>>/5"X-;k 

5^7v7V>j;k '^>>y^7yij^. '^>'/:t^-y-y'j;k ^>'/t^^i^7V*))v. ^>v-( -f>K 
•j;k -fv-fvK'jJk 'f>^y'j;k +y'j;k 'rv+y'j;k >'>yun;k +:f'/ur:;k ^J=¥iy^)=-)i', 
'<>>/v:t^y'j;k tf7vy fcfUv';!-. K'j7'/Dfcfij>';i'. ■^-7^Uv-;i'RtX'f 5^ytf'j->*;i-s*w*bt» 

. gB^i-^?n'\x0 7'J-;UtUT«, 1. 2. 3, 4-xh7t Kn^^^y iJJl'S^TSJ^tfe.tl-S, R 2 
n7'J-;i'i:UT, Sirff ^ bl^^t LTtt. tf'JvJk e'J5vn;k 7^J)V. ^X-;k 5'7y'j;k ^/'J;!' 

[0 0 15] 

rgSISS:*L/TtiTfeJ;li7'J-;i'J SOt rjll!iS^;ttTViTt)J;l»'\xD7'J-;i'J , rRtfeSSWUTtiT 
t)J;liv^n7JV4^;i'j . rig|S$r#LTV^TfeJ;V^->i7n7;i''>-x;Pj , rasia<£:tLTtiTt)J;V»475S8 

liS^Sl~5iBO«gi»-C*0. iO»^b<H> A Ik, APyyAlk, Any>. NR' R" . N02> C 
N, OR' , -O-AnyyA Ik. SR' . COOR' . CONR' R" , SO2A 1 k, 475M8M<0*:Sffijfn 

eu<ii-gB^fiaiP'\xD«. 7xx;i/stX7xy+->*>e,s»;sn-5S, #tcffsb<tt. /NDy>, oAik& 

USA 1 kT*)-5o 

BSf : EI¥*^e.SJ?$n^a^SS:l~4<i*UTt^TfcJ;liAl k, Any>. NR' R" . NR' CO-Alk 
. NO2. CN. OR' , -O- (E»*»e,a«?$n5S«iS*l~4fi#-r-5A 1 k) , SR' , -S-Any/ 
Alk> -O-COAlk, COOR' . COR' . CONR' R", SOAlk, S02Alk, S02NR' R 

" . p (=0) (OR' ) 2< -0-CH2-0-, -o- (CH2) 2-0-. DmA^smvi^n^m^m^i- 

4jl#bTl/»TfcJ;lri7'J-7k Dp7i^e)a#?^ftl-5ttg|«$ 1 ~4|l*LTViTfe<J:V^A.xa7'J-;i/. -O- ( 

D»*»6S*?sn-5Baissi~4e*bTv^Tt>j;ti7'j-;w . Dffip*»e)a*?sn-5geis*i~4fi=tbTi» 

Tt)J;v^475M8Mw*^fafpeL.<«-S^^ifaAxnS, vi7D7;u4;i/StX-o-->i?n7;W4^;k 
R' RUR" HWiewiiO ; ropj Al k. Any>. An>b'yAl k, NR' R" , NO2. CN. OR' 
RZfSR' ; TESfj «. Any>. NR* R" . CN. COOR' , OR' . SR' . D»*ie>S*?$n5gSI» 
2: 1 ~ 4 (@« tXV^T 4 75M 8 *(D^S§S?P« t < ti-g|5^S&fP'\xaS. Dif*^f,S#?^5n-5Sft»<& 1 ~ 
4ilWbTV^Tt)j;i^7U-Jl'StfDi$7i^?,a*?$ti^aSlS^l~4fi*bTV^T%J;ii'sxn7'J-;U ; Tad 
y>J tt. I, Br. FSZ>'Cl ;Ry:, TAPyyAlkjtt. m±(DAny>IIi^TttSl$nfc<SSS7;P4^;l' 

(#(::fiFSU<HCF3) ^ti^ti^to 

[0 0 16] 
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(9) 

\i. ifoujk -i*5^''>/"j;k tf7V'j;k 'f>K'j;k 'fy-i'>Ku;k enuvr:;k tf'^ue^^k *ttf'<u 

;k ^5^7'Jr:;k fc;7y'J:n;k 1, 2, 3. 6-T-K7t Kntf'JvJk 1. 2 -vt Kn tru v;k xS7 
t Hneu^S?:::;k xh^t Kne7>':i;k 1. 4, 5. 6-xh7t HDtf'J5>'r:;p, 'f>Hij-;k -TV 
-f>H'J-;k 1. 2. 3. 4-xh7t HD:1r/U;k 1, 2, 3. 4-r h^b Hn-fV+/ U;k 3-71ft: 
vi^n [3. 2. 1] :ti75^;k 8-7-tft'vi7D [3. 2. 1] :ti75^;k 3 -71f f->d7n [3. 2. 2] yr: 
;k 3-71ft'vi7n [3. 3. 1] 7-71ff->i7n [2. 2. 1] 'ST'^^jk -f y+p?i7ij>?-;k 3 

-7-tft*->i7n [3. 3. 2] rA-;k 3-7-*f7>ea [5. 5] ":7>7^*-;k 2-71fXfcrn [4. 5] 

2-7lfXt;n [4. 4] y:::jU&af8-7ifXtfn [4. 5] Sfc»*b<fi 
. ^ffiS:#L.Tt,^Tt)J:iM7i58*(D*«fi§fneb<tt-gB^tgfn'\xnST*f3. i4>Tfe. enu->'-;p, b!'^ 
'Ji/^P, **tf'<'Jvn;k 0\^t\ia7'/i^-)V. 1. 2, 3, 6-xh7t KneUx;k 3-7lf\i'>i7U [ 
3. 2. 1] ti7^)]^. 8-7-tft*vi7n [3. 2. 1] 3-7-tftvi7D [3. 2. 2] y:z)lRtS3 

-7-tff->i7p [3. 3. 1] /-)vmfim^L<. \^^')'J}i'mAm^z»^b^\ 

ffSLl^, SiCj?*L<ti. Aay>, NR' R" . CN, (COOR' . OR' Xit7 jL-)VX'm^^tlX\^^X^ 
iliA 1 k) , O- (COOR* XHOR' XM^^tlltA 1 k) . COOR' . OR' . SR' . CONR' R" 

Rz>'7x-;i.A^^M*?$ns i~5ficDiiijis. !i#»csftt<n, Ai k« ADy>, OR' atxcooR' 

tl-5 1 ~ 2 -5 . 

CO 0 1 7] 

(1) Rl^i-NRaRbT^Sft-g-i^ 

(2) ,^^;^Sz:S^^-e*Sfb^«3. 

(3) R3&0tR4;5t^{3HT*5fl:^tl. 

(4) X2;JlNXf4CHRDtY;)tNTafe5{l:^«l, J:OJf*U<tt, Xl, X 2satY«l^TNT*.5{k 

(5) Rl;5i-NRaRb<i:LT. >Seb<ttvi7n7JU^>)l'Si:i®^UTl^Tt>J;<, 5i?1g**bTViT 

LTNIg^^S>l~2<i^#-rS47!rM8*ia?Pg^L<ti-i5^eSfP'\xaig^J^fiKb ; EAS. Ci_37JU 
4^l/>, h'r:U>. X5^-I/>. NHCO, CH2NH, CH2OX«CH2ST*0 ; R2;^J, B»;^)^e.S#?$n 

5 l~5<@<^fi^»2:WtTliTt)d:l^7U-;i/XttB»*^e.il*?$n-5 l~5ji(DBmS$r#LTt^TfcJ;tiAr 
n7U-;i'T*S<t^!». 

(6) E;<i5m^^, Ci-37JU+U>, h'z:U>XHX5^- lx>T*t3 ; R 2;)5. A 1 k. AD^yAlk, AO 
NR' R" , NO2. CN. OR' , -O-Any/Al k. SR' . COOR' . CONR' R" > SO2 

Alk. 47b^8^(DS^mm^^V<\i-^^mm^7-om, 7xx;i.&Dt7x/^v*^e,SJ?$n^»7!l^e.M«^$ 
n51~5fi0filft«SWri)7'J-;k X\t. Al k. AoyyAl k. Anyx NR' R" . NO 2. CN, 
- . OR' . -0-AnyyA 1 k, SR' . COOR' > CONR' R" . SO2 A 1 k. 4 7558*O^SeS?oet 

□ 7U-;l'T*-l) 
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(10) 

(7) R l>^^*-NRaRbi:bT, Sa-xdH^ t LTNg^^ Hi^rU?gffiSr«rL-TtiTfc<t< . A Ik. Any 
>. OR' StXCOOR' l~2fi(7)gftSS:#LTViTt)J;li475M8«©iL«iafP^L<«-g|5 
^ffifn'XxnSTSb?) : EAi*ig^l?&0 : RZa^, mfit'Any>. OA l kRCXSA 1 k*^e,SS?$n-5g^S 

S:*T«.7x-;k xtt6&HADy>, OA 1 kRotsA 1 k*»e.a«$n-5Sft»S:#-r-5t!u-:^;pr*5'ft;^ 

{00 18] 

6-77;<j>- 1 —fjlz-a- (6->^ h4^->t!U-:^>-2-'f;U) -1, 2, 4-hiJ7yn [4, 3-b] tfU 
y->*>. e-T-tf/O-l—f^P-a- (6->^n^ t;iJv'>-2-'f;V) -l, 2, 4-I>'J7>/n [4. 3-b 
] \di)^i^>. 3- (3-;< h + >'7xz:;i/) -6- (ti'^'J -:^>- 1 — -1. 2. 4-h'J77D [4. 3 
-b] fcfU^vX 3- (3-:/n^:7x:i;U) -6- (t-^U>'>-l— f^U) -1. 2. 4-hU7yD [4. 
3-b] t;'J^v>. 6-7-tVN->-l-'f;i.-3- (6-> N*->lf'J>'>-2-'f;i/) -1. 2. 4-NU77 
n [4, 3-b] t;uyv>. 6- (4-7;i':tPtf'^'J-:^>- 1 -'f;i') -3- h + ->l^'J v>-2--1' 

M -1, 2. 4-h'J7yn [4. 3-b] fc:'J^v>, 6- (3 -71ff->'i'n [3. 2. 1] ;i-i73'>-3- 
'fiW -3- (6-;< h^^vt!Ux>-2-'f;U) -1. 2. 4-hU7'/n [4. 3-b] lfU^-:;>. 6- (4 
. 4-v7;i/:tne'^'J v>- 1 -'f;V) -3- (6-/ S^^vtfU v>-2— fjl.) -1, 2, 4-SU77n [ 
4, 3-b] fc:'J5'v>. 6- (3, 3 - >'7;U:tn tf/^ij 1 --r^P) -3- ( 6 - ^ h + vt! U v>- 2 - 

-1, 2, 4-hJ7'/D [4, 3-b] t:ijyv>, 6-7'/;^>-l-'f;i/-3- (6 -7*U^ tfU v> 
-2-'f;l/) -1. 2. 4-hiJ77n [4, 3-b] eU^v^V. St)C6- (8-71flf->i7n [3. 2. 1] :t 
i;^>-8-^)V) -3- (6-:/nthfU2^>-2-'f;U) -1, 2. 4-hU7>/n [4. 3-b] tfU^'-:?> 

o 

[0 0 19] 
[0 0 2 0] 

. ilFi?. 7ut::t>i?. ->a.':7gE. va>i?, 3a^K, 7-7-;i/K. -^l^-f^i?, ?Li?. 'J>rfi?. ri5K 

. i7x>i?. /^'>x;i/JiN>K. x^y7.)vt^>m. 7xny^>m. if)y^^>mm<D^imt<DWinta&, -rh 

>. X^'7-jU75>. 'Jv>> :t;U:r.g^>#(7)W«tt*i:0«-^7>^n'^Affii|^5^tfe>n^<, 
[00 2 1] 
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(11) 



(G r e e n e) Rt>'':7-yy (Wu t s) ^, Tprotective Groups in Organic S 
yn t he s i sj . »2«Stt2«©«MISSr^tfi>C<i::/i5T#. Z.n^^Km^mz^^Cxm'MiPS\>^tHi^\,\ 
[0 0 2 21 

Ut3] 



*5gBJ^b^tl (I a) tt, ^m(DN-7)V^Mt. «aUtf. 75>^W^^ (I I I) t. Any>Mi^X«*«x;P 
t^^-.-hmo'^mmm&^^t^it^n^ (I I) t^. ^K;*7U'^7A> hUx^^7S>, 7K^^t;:M-'J'>A^(7) 
^*Ci#aT, Xtt#?¥STT> N. N-v^^;U/t;;UA7 5 h* (DMF) . h;PX>« xh7tK077> (TH 

to 0 2 3] 
^2SI& 
Wt4l 



(^4^. ZtiOXtiSSr, Rcli. g^S2:WUTl^TfeJ;li7U-;k - C i _ 2 7;m^l^>- (g«t*<&^rbT 
mm^y-am) Xfi-C 1 -2 7;W+W>-OR' ^&^f. ) 

*fgM{fc^<fe (lb) (i. «ft©x— r;i.fl:eL<tt5^:tx-x;Mt. 7;i'=i-;ueu<tt?^:t-;i'Sl^#: 

(IV) t. ^\o^ymi'x\i^mx)i^ts^—hm<D-^m(DtsLmm^^t^i\:^^ (in ts. B^m^jwyi^. t 

. . e r t -:/5';l'7 5>. h U ':7A^©:SIS©i¥«ET. XU##ftTT> DMF, h;UX>. THF, 7-fc h 





Rc-ZH(IV) '^'^Z 




[0 0 2 4] 

lit 5] 
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(12) 

R' (V) (VD ^'^^ 

^^mmit-t^ (I c) tt. tK7v>^^# (VI) t, /^u^ym^f-xmmT.jin^^-h^on^^fstmmit 

jSTiSlnil^jiiSTTff il t t * . 

hMb, x;i'*>75 Hft. N-7;i'+;Kt:, xxx-'Wt;. xxf-;KDj!ra*^i-)S. *i?S(Dx-x;Hb. ^'^d-x-r-;!^ 

n^©M^6^±^3J^^^, ORGANI C functional group preparations Seco 
nd Ed i t i on (Sand 1 e r. Ka r o#) ^{ce«0:tr&HijH;T#SfCfTP w<i:;5STt-5. 
[0 0 2 5] 

©ft a 



R ^^f^NHNHj HOOC 
^ (VlD (vin) 




xE-R' 
R- y NHNH-CO 

''^ (IX) 



(I I a) ti. bH^v^-ft^*) (IV) tiJ)\^t->mit'^<^ 



(V) teiK*«g^Sl£:{r#bt h* 



[0 0 2 6] 

e;p) -s-x^jvtDit^'y-^ s.\^ (WSCD) ^©sg^^J^sujii, r 5^^>/-;H?©*;p 

gS7vh* ; /^'/-Jk X:$'y-;k ^yz/)V7 )V:3-)V. BSiL/TtiTt)<tli7x/-;k N- t h'u + >'Xi7>' 

>'f5 K^&ffliiTi6iSSTtsfilttxxT;p : : 7)V^)V^^. p- h;ux>x;U7^>^tSEt(;)jg^8 
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(13) 

[0 0 2 7] 




CI HjN Y 
(X) 





oav) 

(XIV) fi. ft^t) (X) t (XI) ^mmm<m'm^^xK^^mt^it^ (xi n tu. 



. [0 0 2 8] 

[fb8] 




^mnm^^t^m (lib) fi, {k^i^i (XV) ^7)V3-)v^m^\i^y'yy-im^tK^>.-^'^. it^!^ (xv 
I) mmm<Dm^mm^. M:m^m\'^^mtKii;~\z^K)it^<0i (xvi n :itnz^=¥i^mm > 

[0 0 2 9] 
[it 9] 
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(14) 




*ScDMm^«i (I I c) {t:-&#) (XVI I I) tit^^ (XIX) i$h'jx^;U75>i|o:gao#aT 
. 1. 4-v:t+ii->l|(DR(£;{r^Stt;i^jK4'RfB$-a-, ■fb^'fe (XX) Sft;^5^^X 

(DMSO) ^(Djgttt, l>Ux5^;l.75>f?(DJfiS©#aT-eHSI<bfi!£lieUv'>^«^l|OBI{kSiJ*K(£: 

[0 0 3 0] 

Wki 0] 




*ScDlim^^ (I I d) IJ, {t^tl (XXI I) <!:{l:^#l (XXI I I) <!:i£DMF^(DS;Sfr^flH±;&:^!i«4' 
[00 3 1] 

[{bin 




*:^<DI^m^tl (I I e) tt, i\:^<^ (VII) i:'fVv7t~-h{b^tl (XXIV) <h&7-fe hx S 'J;H?(D;R 
-1. 1. 2, 2-xh7i'aDX^>RlXhU7i::;U7*;^7-<>*j)n^TlRfl:1-53:<i:fc<tOiiifi-rs::tAi 

[0 0 3 2] 
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(15) 

[0 0 3 3] 

Amf'fiti^, mz'Sm^mf)mTbrz^xiinmum\z^^Th^, 
mm izm^mmmi^m^PAxmrno^^^ \z hft^mmwr- 1 s . 

(00 341 

^mi&m<D^mmmtLT\i. rjitivt^xyr^-ii (alp) ?gi4. #sases (n^-yx 

7'^-. IT, hn'y>l/-tr7'^-. 7>h'ny>l/-t7'^-©#fi;5?We,n-5 (^rL^+i^- • /x-i" ->>. 3 0 
#, 10^, 1 2 3 2 (1 9 9 3) ) , ^bT. AL Ptifl-^iBBBSOtiltg^lSID^J; 0±#T-5 ('J^-i-)l-^ 
Zf '•t)Vy--7^'JtUi;-, 143#, 420 ( 1 9 9 0) ) . i-5#JifiEt*fT-5AL POSSJ 

t^tlTt^^ 13#. 12^. 1 0 6 2 (1 9 9 4) )o SfcAL P t3 7-y> v- h 

hro^T(C^1t-r§t6K{b-^^ac-5;ii:;i5S^StlTVi-5 (J. Clin. Invest., 
89. 1974 (1992)).fitoT. #»«)firoAL Pffitt±#ttt}^fieffiitOffiff tbTffffiTt-S. 

[0 0 3 5] 

'J7:i-X7y»— tf (ALP) ffiti=ai1^ 

V<:7X**#S:iMEt*MC3T3-E l$5%'7v-»&ffjkM (FBS : f e t a I bovine serum) ^ 
Wa-ft/hi^i'^Jg^ (MEM : m i n imum essential me d i um) 4'T'9 GT^T'U— h(C3 0 0 
Oce 1 1 s/we 1 1 OiiaTfiiab. 4~6«#fe1^«b;t. H (DMSO 

) {cJ§«?bfcSt^{fc^!^S^Jnb (DMSOHiiKO. 5%) . Sf.lc3 0|SJ««t;t. iBB)ia^U>ISig«±a:fti6 
tKT^^S. SK$:^J)nb. 3 r-CTl 0- 1 S^Ppl-O^^i^-hU^Co 0. 5 McD*i?{fc:^ h U -^A^SDATS 
f£;Srl?±^1i-, 4 0 5nm (#»ft4 9 2 nm) OKTeSSrSfl^L. JtHgPS 1 0 0 %<i:L.T« ;itlHJ=H--5%(l 
tLT. ALPfilttS^ajbfe. ±ea!^feHLowr ye.<D;^ft (J ou ma 1 of Biologi 
cal Chemistry. 207#. 19H(195 4^) ) i&##HbTfTofc. 

*%HJ<0^)ffi«aj 3 . 9, 1 8, 3 0, 3 3, 3 4, 3 9, 4 0, 4 7, 4 8. 5 1. 5 7. 5 8. 6 2, 6 5. 6 6 
, 7 1. 7 6, 8 3. 1 0 3, 1 0 8. 1 1 5. 1 1 8. 1 1 9. 1 2 6. 1 3 1. 1 3 2. 1 3 3. 1 3 4, 1 4 
3. 1 44, 1 4 5. 1 46, 1 4 7. 1 5 5. 1 6 2, 1 6 9, 1 7 9, 1 8 3. 1 84. 1 8 5, 2 0 1. 2 
0 4. 2 0 7RtJt2 0 9©{b^!feH. 3 0 0 nMOiigt:feliTjtt8g»f'*fbT3 0 0 %tt±©AL Pffitt<£^bT 

[0 0 3 6] 
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(16) 

^%m<D^mm3 3(D^t-^<^ d. lo. xmooue) ss^^o. imwz^mb. x-x^sfS^Ti oi 

a&attWistar S (n = 6) *ffiiJWgKST{r2 5GaWff<£giPb;tl m 1 v'J >v^fflliT 1 0 1 IhI 
. 1 0 BraaaS#UAc, 5*fig<!:L/TtJ. IttltftO. 1 m 1 1 H 1 !§, 1 0 HrB^aB^4b;t7-y KS'ffll'^it 

BglrrN^it-f i7'J> (2 5mg/kg) ^. Sfc:ft4M*& 1 6 B Sll:<7;Hr'f > (2 0mg/kg) $«gi5ST 
[0 0 3 7] 

[0 0 3 8] 
to 0 3 9] 

mD^^-(Ditisb(om^mm\t, mmmzn^tm^mm, mwm, mmm, '^ay^m. xu^^ymm^^^ 
, -iSLm\zm^^<bn^^^'&fs.^mn, mx.\tmm^, x^y-;u<&^tf. z<om.WLm\t7t^^'&.tmiSi.mj,9\-\zmm 

n, mmmoiiou.m^n, ^^m, mm^i ^mm, mw,m^'^^hx\^x^i:.\^\ #eps^(D/c*0ji«^jt 

;5iafe^. ^Oct-5fefflfie%[i, mmn. %im, 'k'^im, mm^mm 

mmm\zmmhxmt^zthxti,. 

a^S0S4©«^, IBOg^fttt, {t:a^fcO^0. 0 0 Omg/kg. jf^b<J±0. 01~5mg 

/kgASSSTS&O, ::nSrli5lT^^l>li2 75M4|HHC^i-WTa#-rs. ii)i^4$n?>«^tt, 1 BOS^Mti 

. wmwiitmQ. 0 0 0 i*^eimg/kg*sjiaT% 1 B 1 mTssaan^j-t^Tis-^-r-s. s^wisgiK. 
. . mm^^mvxm^<DW,'^\zmzxmM.^^^n^. 
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[0 0 4 0] 

\tfi^\ Mm^ife©giifift<&##«{l^-r. X'¥(Dmmt. Oa t : !^Wl;^Wtttt> F : FAB-MS 
(M + H) ^-OffiOK^ttifSHCjiOT**. 
[0 0 4 1 ] 

: (6-i7not°Ui^v>-3-'f;l') t:K5v>. 4--hn^m#^, WS CDfiiEi^Rt^THFOig 

' - {&-i;uu\d^)^v>-z-^M -4-r hn'O^/t K7>?H*#fc, ;:nfr»K$jn;l. iio'CT2 

^ram^bm SfSiS^METT-ii*Sb. #e.nAca^^B*X:5'y-;i.-egt#t. e-^on-s - (4-z:hn 

7x:i;P) -1. 2. 4-h'J7yn [4, 3-b] b°Uy>^>£#fco Dat (F:2 7 6) 

#*«SJ2 : (6-i7DDtf'jyx>-3-'f;W t H7>'><l:hiJxf^Jl'75>®THF^ffi(r. 5k?^TT3->'7 

Kgjjn^. 1 1 o"CT2iifFBiK«iUfcmx m^^m^miEfmrnv, nsntzmi^m^s:^ y-j^-^mv. 3- (6 

-i^na-i, 2. 4-h'J7yn [4, 3-b] .bfU^>^>-3-'f;p) '^>>/-hU;i'$#fc. Dat (F : 2 
56) 

[0 0 4 2] 

##«aj3 : (6-i^auk:')^>'>-3--i)V) tH7v^>. 3 ->?/5^;i.75/g,t#K. WS CDmiEiL&lXT 

HF(DS^ti*^iit?2i^raflH$i>fc. Kftmz^^m?i, mthbitttwm^mmL. *Rc;i?'fv:^ne;wx-x 

JUT^feN^L. N' - (6-i'nnt''jyv>-3-'f;i') - 3 - v/5';i'75y^>yt F^vH^tffco cintx 
5'l/>ifU3-;i/5>Sl];l, 1 6 0*CT'48trBmJtbfco SSH*Tft?&Lfc^. ^ffit3J:D«SbT< 6-^OD- 
3- (3-v/5';U7=y7xx;i.) -1, 2. 4-h'J77n [4, 3-b] t'J 5^x>Srt#^c. Dat (F : 2 
74) 

#*«SJ4 : 3-/ h + v7x-;U-f Vv7:7^-h<h3-i7Dn-6-t K^vy t;ijy>?>C07-b:h-hiJ;Ui§?S& 
^fiT-3 O^^FBlHi^bfc^. 1, 2-v7'nt-l, 1, 2, 2-xh5i?nnx^>$rJn^. Mt^i&T2B$FBlS 

WLfz. z0KfBmw.\zmTh^)x^)V75.>tb'j7x.z.)VTi^7.7-^>^mA.. mux- 3 ammwbfcm. Rft^ 

i$^&«ET««U. #ftlrJ:0»$4UT. 6-iran-N- (3 h+'>7ix;P) -1. 2. 4-h'J77D 

[4. 3-b] tfU^v>-3-75>^#fc„ Dat (F : 2 7 6) 
##«»J5 : 3. 6-vi7DD-4-/?;Pt"'J^v>, bH7-x>l*ifP!^, h UX^;l/75 , 4--/:t* 

.ii->(7)g^tl^l 0 0'CT8ll#|i!J»i«^b/t^. *ffi{3<tOlil»U S-J^DD-e-t K7i^y-4-/^;i'tfU^ 
>RDt 6 - i7 n n - 3 - k H 7 y - 4 - tf 'J y ><Dg^«!l C njc 3 - ^ h * W S 

CDmgEiiRtX:^{by5^b->&J)n;^, gfiT'SB^Fami^tfdt. ^ffifciOffiStb. N" - (6-i7Dn-5-^^ 

;i'tf'j^v>-3-'r;W -3-/ h4^v^>>/k H^v^KtW - (6-i7nn-4-/f=-;i'k°'j^v>'-3— 1* 

-3-;(h=^->'«^>ykH7v'Ha)S^^*#fe. ztiizmsi^m^. ioox:-cio^^mwLitm. Rut^m 
^mE.Tmmvrzm, ^miz^ommL. e-^^an-s- o-^b^^'yyj^-M -7-^^5^;u-i. 2, 4- 

1-U7yn [4, 3-b] kUy-:^>&^)5:. Dat (F : 2 7 5) 
[0 0 4 3] 

-. Fb^^L^c^, #atCJ;D«SbT, 3-;<h + >'-N' - ( 5 -X h n t U v>- 2 -^Jl') 'OytK^vK^^ 
iintl^+vttfbU >^J)n;^, 1 0 0'CT7ll#Hft#Um ^tetliOWSbX. 3- (3-/h + ->7x 
x;|/) - 
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6-z:hn-l, 2. 4-h'J7l/n [4. 3-a] e'Jv>^&#fc. Ztl\ZX.i^ yf-)lRtfl 

Mm^. mnm%T'^&'^Er smrmwLrzm. sftt-iowiSbT. 3- (3-^h+->7x:i;u) -1. 

2, 4-h"J7yD [4, 3-a] e'J>'>-6-75>$:f#;t, Da t (F:2 40) 

##0iJ7:2- (3-p( h + ->7x::i^) -1, 3 -t=¥l^V-J\^- 5 (4H) h 'JX5";l/75 >. 4- { 

v?;^5^;i'75y) t:'J>'>RtXTHFOg^#|{r, *J^T4 -i^nn- 4 -:t+ViSKx5^;K0THFiS«[*a;^, 

mi^'E>^ux'2mmwbrz^. K^^m^mi£TX'mmLti. mtitzmmizA^?:m?L. ua^mm-fsmmmwL 

m ^fe{CJ;i3»SLT. 5- [ ( 3 h4^v"^>>y'f 75/] -4 -:t+V'^>5'>iEX5^;P^#;t. :i 
-N- [(6-st-+V-l. 4. 5, 6-rh7t Knt!ijy>?>-3-'f;W '<>X75 FS^fc. Cin 

iri^K^sn;^, mm^izmTLftWi. 5ox:T2mfmwv. KjtMmmTmmLtzo n^nrznm^^mz 

.fcOMfibT. 3-y>^h=¥i^-N- [ (6-:t+y-l. 6 -vt K n K'J 5^i;>- 3 —f >/0 /^^^U ^0X75 
cn(i:t+->li{l:U >*1IPXT. 1 0 0'CT2l^|Bl«|$L/i^, ^IfffiJ^iOfililUT, 2-i;nn-7- 

(3-^h^->7xX;i') — 1-5^^1/ [1. 5-b] truyv?>«^;^:. Da t (F:2 60) 
##«SJ8:N' - (6-i7nat:"J^v>-3'f;i') -N, N-v/5^;i'*;i'A75v>CODMF^?^tC3' h 
^->7xi->;i/7n5 Ki^inA. j!jDl^jiiSTT3lifK«*^l^^Cc ^&(lJ:0»©b. (6 

-e7Dn'r5^7 [1. 2-b] \i^}yV>-Z-'i)V) - (3-/h+->7xx;P) Dat (F 

: 2 8 8) 

[0 0 44] 

HWpc^'/-;i.^JKSl)nA, Sffl-emiBlffii^U/t. R«igESi^»T4'm lirSfcj:f3«[fib. i- 

vlfUi^>-2--1-;i/) -2-- hnx^7y-;i,$tt;t„ ;in^ v'X^^^X-x^Ptl^^L, ^ST^K^ftU^-^A 
7;l/5:::'^A©vX5^;l.X-T-;HlSig|;jiTb/c. ^iaT?lP*FBmJf SftHiOSSb, 2-757-1 
- (6-/h + ->t!Uv>-2— f^k) X^y-;l'€:t#fc. ^tltl, 4-v:t++h>. h 'J X^;l.75 >S,DC2 . 

6— :;i7DDtij^'v?>*iraA. snfijiaTTB iBfiaaijf #ffi{cj:o«»t, 2- [ ce-i^nneij^' 

>'>-3--fJl/) 757] -1- (6-/ h + vfc:'Jv>-2 —r;!/) X:$'y-Jl'S#fe. :itl€rfi{t/5^l/>fC^ 

JKJ^TDMSO, h'JX3^;P75>&i;HKftStllt"U v>lgffi£itinA, SST2BfMa#L/cm. 
0«MU, 2- [ (6-i7DntfUy-:?>-3-'f;P) 757] -1- ( 6 'J S^V- 2 —f ;W X^'/ 

ffib^co f#enfcag*#teic<to»Sb> 6-^7pn-3- (6-^h+->eu>'>-2-'f;i') 'fs^'/ [i. 

2-b] t''jyv>^^fc. Da t (F:26 1) 

##091 tl^«l{rUT, g^8E^l~4»r^Sn«##«»Jl 0~8 8<D{fc^iKl*. ##«»I8 tm«J(lLT##«i|8 9© 

{k^t)^, ##««i9ti^«ifiUT##«9 0Rt;9 i©{k^!|*i*^-n-?n#fc. 

[0 0 4 5] 

%imi : 3- (6-i7an-l, 2, 4-h'J7ya [4. 3-b] fcfU ^v>- 3 — f -'I') OV-h^)}l (4 

5 0mg) Rt;t;'<'j':^> (smi) om^^^. mfSimmr2mfs\mwbft, mmm&Trmmu mnti 

ATfeJi^. MEET^;^U;t, t#e,tifca^l,<£x3'y-;i.75^6SigfBb. 3- [6- -yy- \ )l) - 
1, 2, 4-S'J77o [4. 3-b] e'jyx>-3-'f;P] '<>>/xhU;i' (43 5mg) ^mn^^^tLX 

II*I0I|2 : 6 0%*i!lft:>-NiJ'>A (3 0mg) ODMF (5ml) mmz. mr\iy 
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y-^P (5 0mg) ^tia^X2 0^mmWbtz'^. 6-i7nn-3- (6-/ H4^->t!'J v>-2-'f;W -1, 2 
. 4-hU7>/a [4, 3-b] t;'J^v> (14 0mg) $:JinA. 8 Ot:T4StFfl^itb;t, SJ6^(c*^m« 

4^vtf 2— fjl') -6- {lH-\d7V-)l-l-^M -1. 2, 4-K'J77n [4, 3-b] tf'jy 

(3 9mg) $«tafe^S<!:bT'#fco 
^mmz :'N--yi7a^y^)V-3- (3 l>+v7xr:;|/) -l, 2. 4-hU7l/D [4. 3-b] E>Ji^i> 
>-6-75> (3 0 0mg) WDMF (5ml) ^«?Jr*}^T 6 0 ?S*^ft:^ h U -5 A (4 4mg) SrllD;^, 

7!i^?.^ffiTiB§RgKi$ufc^, 3'yit^^)i (6 8m 1) ^Jin;i. ^ iE>iz 2mmmwvrz. Kmrn-^mzTH^m^fz 

6tirzB.m^->Utiir)V:fjyAi;a-^bifyy^- mmm: C^uat^JlA : y-)V=2 0 : 1) TWUVrz'^ 
. i^SX^M^SffieSU, N->'i;a^>'f)V-3- (3-/ h4'->7xx;U) -n-;><^;p- l. 2, 4-hU 
77n [4, 3-b] t'J^>?>-6-75> (14 5mg) mm^m^tVXH^ft. 
[0 0 4 6] 

mi««J4 : *i?{t;A'J'i'A (9 8mg) tDMSO (5ml) 6 - 7-kVl>- 1 -'f 3 - (IH — f 

>K-;l'-2-'f;U) -1. 2. 4-hU77n [4. 3-b] tfU^'>'> (50 1mg) ?&JD^. ^fi{rT3 O^J- 
ffiJ^Um B^it^^JV (0. 15ml) $SD;i. $ €.1' 2 BtFel^StrTSi^Lfco i^t&j&tlTKSiDA, Wffibfc 

/^y-ji/=9 9 : 1) TftUbfe. '#e.nfca^s*x^'y-;i/*^6H^aL, 6-7-tfyi>-i-'i';p-3- ( 

l-pl5^;i/'f>K-;l'-2-^;U) -l. 2, 4-KU77o [4, 3-b] fcfU^v> (4 Omg) ^M&^^t 

Lxmzo 

mmmS-.S- [6- (t'^'JvV-l-'fJU) -1, 2. 4-h'J77n [4. 3-b] ii^) y-Jy- 3 —i )V] 
7X'J> (ISCmg) .hJSTKftIS (3ml) WJg^!fe^^iaT6I^F^S#bfc. RJSj8cS«ETT«filb, #6.n 
fea^SS-vX5^;px-x;i.Tgt#-rSv:<!:lrd;0. 3' - [6- (tf^U >^>- l — fjU) -l. 2, 4-hiJ7 
7n [4. 3-b] tfijyv>-3-'r;H 7-l:h7xiJK (19 Omg) SSIfelgSt bXfffCo 

Hifi^ije : 6-t:^'j>>>- 1 --f;i/-3-fc;'^u v>-3-'f;i'- 1. 2. 4-h'j7>yn [4, 3-b] if'j^S'* 

v> (6 7 Omg) , N'JX5^;P75> (3 6 Omg) SO:Jg{k^^U'> (15ml) ©jg^^^tc/^ >x;!/*x 
;Ui7aiJH (3 2 Omg) ^m^. ^UX'SmmmWbfZo Rl£;?gSrM)£TTit»U, t#e.tlfcStt<£»Kx^;PT 

<£X:5'/-;i'*i?,W^i,L, 3- (l-;f.^>XJ\^ts=.)\^\d^^)zy>-3—<M - 6 - fcf^'J 1 1 
. 2, 4-l>«J77n [4, 3-b] tf>jy>'> (2 3 Omg) ^MBf^^tLX^fto 
[0 0 4 7] 

*j!i0ll7 : 6-i7nD-3- (3-/ h + ->7xr:;U) - 1, 2, 4-h'J77n[4. 3 - b] t!U y v> ( 8 8 
Omg) , 7iy-;U (3 5 Omg) . m&tl*)OA (7 0 Omg) RZSDUF (10ml) <D&-^^i8 O'CTl 

MTiirm-A^mSi. MTK^mthwyAx-M.^L. m&Tmmbtzo n^ntzmf^^^x.^ y-)Vi}^i^nm^L. 3 

- (3-/ h4^>^7xx;U) -6-7xy+~>-l. 2, 4-h')7Vu [4. 3-b] 'J :$^x> (8 0 0 mg) 

mmms : 2-)d-<^)i^y-\--i)Vx^J-)V{Q. 13g) ODMF (5ml) ^^Efc, *}^T6 0 5S7Klft<k:J- 
-. h'J-^A (5 Omg) ^m?L. ^U\ZX3Qi^mLWh1t^. 6-i7Pn-3- (6 h*->lf' J 2 -'f ;i' 
) -1. 2. 4-|-'J77n [4. 
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3-b] tfu^>?> (0. 2 2g) ^jDA. mmzr-tmwLfto Rmmiz:^^mx. wnx^ji/Tttttiufc. w 

(lOml) {I4Mffi<b*^--l, 4->':t+1t>^i^ (1ml) ^Ua^. MffiTjfiffiL. '#6*afcfi^fH^ 
X^/-;l'-g^iEX5';U*^e.M*£^BL. 3- S4^vt''Jv>-2— f ;P) -6- ( 2 - tf'^'J v>- 1 — f 
;i.Xh+-» -1. 2, 4-h'J7yo [4. 3-b] t'jyv'V- 21ftKJfi (0. 12g) *4!lfilSa<!: UTtf/t 

o 

*)te««J9 : 6-7y*>- 1 --f^P-S- (6-^;7nntf'J>'>-2-'f;U) -1, 2, 4-h'J7yn [4, 3- 
b] t!'J^^-:^> (3 6 0mg) . :J- h U -^A^ h^^v H (5 7 0mg) &OCh>;PX> (2 0ml) (Oig^!i)S:]!)q«ja 

^I'T'gt^U. 6-7y^J>- 1 —f ;U-3- (6-/ K+->t°'J>'>-2-'f;i.) -1, 2. 4-h«J77n [4. 
3-b] tfijyv> (2 9 0mg) ^glJStfel^a<h tT'#/i, 
[0 0 4 8] 

^mmi0:3- [6- {\d^^'y>-l-^ )V) -1, 2, 4-hU7'/n [4, 3-b] tf U ^>'>- 3 --f ;b 
] 7x/-;U (3 0 Omg) mSDUF (5ml) (Ojg^it^lfC, ^J^TTS 0 %*s^{t::f h U -^/A (4 9mg) SUP 
A, SO^i-PalSJ^Ufc^. 7K?&TT3':7{kx5';U (0. 10ml) <£J)P>t, fl£)f3 O^J-PBl^^Lfc. MJESS^SMET 
jg^SL, #6tlfcS«Srg^Sx^;l.t?aaiL.^o tttiSSKS:7K&D^fiai0ft*S*Tiife#^, »l*fiSKvi^*v'>?ATS)l& 

50:1) T)Kl!tb^c^. x^y-;w^^s^SL/, 3- (3-Xh^v7xx;H -6- {\f.^^) 'Jy- 1 )V 
) -1. 2. 4-h'J7^/n [4, 3-b] (18 7mg) Sliei^S.!: bT^fe. 

Hilt^Jl 1 : 6-irDD-3- (6 -/ h^vtU x>- 2 -i'^l') -1, 2, 4-NU7yn [4, 3-b] tfU 
yv> (0. 22g), tert -■/^;i.7 5> (2ml) , X5^U->i/U (2m I) 1 0 Ot:!! 

T^ISIftJ^b/::, cnSr^jg^TJ^aiL. «mLfc@#:&ii?ib. x^y-;usy:vx^;ux-x;PTIi;*:Sfe^^. 

^Wt^Z.t\Ziiy). 2- { [3- (6-/ H:^^->tf"Jv>-2-'f;i') -l, 2. 4-HU7>/d [4. 3-b] 
euyv>-6-'f;P] ^t+vX^y-;!/ (7 5mg) i&iEfi^StbTfffCo 

*ii««ll 2 : 3- (3-xhD7xx;i/) -6- (tf'^'Jx>- 1 -'f;i') - 1, 2, 4- hU7^yn [4. 3-b 
] bf'jyv^ (5 6 0mg) . lQ%nyz?^h-mn (6 0mg) Rt^'X^^y-jl. (4 0ml) (Djg^titl, 
-e^il7>^x>:7A (8 7 0mg) ^ttl^, 5 0*CT6li$PBlSffbfc, fi4j«<&iS*b. itSESJ* 

ffiTJSISLfc. %ii>ntzW^^^J.^ J-)V-i\^ (9:1) ;5^e>f|«gffib. 3- [6- (t-^'J v>- 1 --f ;W - 
1. 2. 4-h'J7'/D [4. 3-b] l:i'J^->->-3-'f;l'] 7xU> (2 8 0mg) £MfeiKStLT»fc. 
[0 0 4 9] 

%mmiZ:Z- [6- (tf'^U v'>- 1 --fJl') -1, 2, 4-h>J7V^n [4, 3-b] tf'J^S'v^- 3 --fjl/ 

] ^m#i?y5^;i' (8 0 3mg) tiuimiti-h^j^hii^mm. (.2Qm\) (Dii^ti^i 0 o'CT3 o^i-ramj^t 
j£jtsjstc*}^TTi M:^®? (2 0mi) <£jjn^. tff{iiL/^cH#;<£isiiL. *Tgfe^bfco fte.nita^a^x^' 
y-jw^eiSi^SL. 3- [6- (if'>^uv>-i-'f;i/) -i. 2. 4-hU7i/o [4, 3-b] eu^'>'>- 

3-^;i'] ^,iSK (5 6 0mg) ^itfe^fBi:bT?#fco 

14:3- [6 - (tf'^U v>- 1 -'r;U) - 1, 2, 4 - hU7^/n [4/ 3 -b] \d.^) y~Jy- Z --i )V 
] ^mS^ (4 3 0mg) > MffiaODMF&Dv'THF (lOml) WS^itjKfC. *f&TTii{t;:t*1f 'J ;U (0. 
4 4ml) Sji-e2li#|B]8l#tyS:^, *?&TT7>^X7;«f;^S 1 S^J-HaaCfe. i5l&«*«ET»«SU. 
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^«t^/□^3J^;^A-^^/-7^ (i o : i) ^m^, ^m^m^tft. mmmmrmmb. ^snfcftiss* 
x^'/-;i^7i^e,B*afBL. 3- [6- (t:^'jv>-i-'r;i.) -i, 2. 4-N'j7Vn [4. 3-b] truy-:? 

>-3-^M 'OXTSK (2 4 2mg) StSlgfeigatbT^^c. 
[0 0 5 0] 

HaS^ill 5 : 3-J'nn-6-7x:::>/Ut;'J^''>^> (2. 2 9 g) , 3 K+v'O'/'f JPt h*7i?> (1 . 66 

g) ^^J>m (2 0ml) (Dm^^^l 1 0*CT'l Blti^bfco ^S{:*T»?&^> SfSf^^METitffiL, mtl 

h'J-^ATfeJSIt, «ffiT»«IUfc. #?.nfeai^S$x3'y-;Wie,B^S,L, 3- (3-^ h+v^xr:;!^) - 
6-7x:r;i.-l. 2. 4-h'J7Vn [4. 3-b] tf'J:5'5?> (1. 1 8 g) *»lfei»atbT#fc. 
^mm6:3- [3- (p<5=-;PX;U7 7-;i') 7x-;U] - 6 - tf-^U 1 — f JU- 1 , 2, 4-KU7'/a 
[4. 3-b] e'jyv> (5 5 0mg) C0«<b/5^k> (3 0ml) ^fgtc, ^iST 3 - i7 □ □ ji^ASil (1. 
2 5g) ^JPA-Tl 3l^ra»J^Ufc. K^SKHTKSrjbPA. *^b;*?W>T4&«?Lfco *t8S^7X. lM*^{fc;:M-U 

;U;<J7Ai'nvhi/^7^'- (^fiifS ; i'nD^jUA : /^y-;P=9 8 : 2) T^Sbfc^, x^'y-^PT^^b 
. 3- [3- (/^^il'XJl/^x;!.) 7:jl-M - 6 - tf'^'J v>- 1 — 1 , 2. 4-h'J7V''n [4, 3-b 

] \duy'j> (2 5 0mg) imm^thx^ft. 

[0 0 5 1 ] 

^mmn-.m^mH. 5ml) S.^^* (Sml) cD;g^?S&-5'CtCi^WL, 4 - (6 - tf^'J v>- 1 --f ;U 
-1. 2, 4-NU7>yn [4. 3-b] bf'J 3 --Y;!/) -1. 3 -^7V-}\^- 2 -7 i> (0. 90g 

) , mmm (in (i. 5 0g) ii^b^hu-i^A (o. 6 2g) ^mmi^ox^izrsfyfSimi^Lft^, mmtkt 

HU-^A (0. 2 5g) (D^mm (1. 6ml) SiKTU. SiadTi^SSj^Lfc. MJSS^tr*, i:7nn*:;PARt>' 

2- 7'n/'5y-;i.SrJ)nA. ^^ifeSritiU/t, #6nfeW^l&*Tgfe#b. >-:7ATl^^^. ME 
TjS^l^;t. #6)tifcJiS£->U;«3y;U:<J7A^n-7hi/'^7^'- (^{BiS ; i/anzj^jUA : /^'y-;i'=2 0 : 1 
) -eSfML, ^enfea«SftS:x^'y-;p->?x5^;i/x-x;i/*>e>ffi^af •SiittriO, 3- (2-:/D^-i. 

3- 5^7y-;P-4-^;U) -e-t'^ije^V-l—r^P-l. 2. 4-h'J7yP [4. 3-b] lfU3^>?> (7 

5mg) mn&^^tvxmzo 

^JSCSJl 8 : 6- (6-7-tf/1>- 1 -'f;l'- 1, 2, 4-h>J7»/n [4, 3-b] t'U ^S^v'^- 3 — f ;U) t!U 
i^>-2-yi—)l (7 0 0mg) &?>'S||{b'J> (7ml) Oii^tlS 1 3 0t:T6l^ia8IHibfc, gMtr*T«?& 

b. **S:SnA. gSlflKS*U'>A*^figTft'ftIbfc^, i7UD*;UAT"}SfflLfc. mtHm^mmm^A^^t h ') 0 

Ai7DThi)'77>f- (iSlftB^:i7nn7tN;i/A: ;)<^y-;U=9 8 : 2) x^'y-M^^Si^Sb, 
6-7-kVO-l— f;U-3- (6-:/a^ e'J-:?>-2-'f;i') -l. 2, 4-hU7>/n [4. 3-b] t>J^ 
-:^> (2 4 0mg) S:«fe^StbT#it. 
[0 0 5 2] 

HJigW 1 9 : -:?Xf^;i/ [ (6-71f/0-l-'f;i'-l. 2. 4-h'J7yP [4, 3-b] bf'J^i;>-3-'f 

M y^^JU] *X*^^-i> (3 6 7mg) OTHF (1 Om 1) Tki^TA'J-^A t e r t -yh+->K ( 

12 7mg) 5r})nA. ^iat3T4 O^FB^^bfCo #e>tlfc*fe^?^H 2 -:/D^:'<>X7;Ux t K (0. 12 8m 

1) <j:jDn^> mmzxmzimmwvfzo ^^miZTi^^m^. sfmx^jixmmLfz, amj£^*so^saw6«7K 

-tf/o-i— f;i/-3- [ (E) -2- (2 
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-■^u=ty3:=.M if-Jl] -1. 2. 4-h'J7yn [4. 3-b] t'jyv> (15 2mg) Sasfij^StbT 
2 0 : X^'JU e-i^DD-l. 2, 4-h'J7'/P [4, 3-b] eU ^->*>- 3 -:i!3;i'4^+->L'- h (3 

. oog) Rzf^^-*)-)<^u>^ s.> (10ml) (Dm^^^:io ox:\zT2mmmwLrc. Kmm^m&rmmL 

tz4t. #?)nfe«ttS:->U*y;i/*7Ai7nvN^77w'- (^aitK:i7nn*;i/A:/^'y-;i/=3 0 : 1) Tit 
SSL. t#^n;tfi^S€>xi'y-;!.SD^'->*x^;i'X-xM^e.S^S-r§^i:(3J:i9. 3- (Ttf/O- i --f 
;P^x;i.) -6-7-feVO-l— YjP-l. 2, 4-h'J7^/D [4, 3-b] h:'J^v> (0. 2 3 g) $r«lfeS 

[0 0 5 3] 

*]!il«sj2 1: 1- [3- (6-/h' + ->tf'Jv>-2-'f;i') -1, 2. 4-h'J7'/n[4. 3-b]bf'^U>' 
>-6-'f;P] tf'^^'J v>-3-:t-;i/ (0. 9 4g) ©i7DD*;i.A^^ (1 2m 1 ) {Ctf'Jv> (3ml) SD^ 
4-h;i.x>x;i.*x;i.i7DU K (i. I4g) ^fi-e3i!ftS#Lm Sl&^^->'J Ay^l/^^Ai^nv 

hi7'77^'- (i§tli?S: ^uut^JlK : ^^J-)V=ZQ : 1) (rJ;0«SL.. 1- [3- (6 h^^vtf'J v> 
-2-^-;!.) -1, 2, 4-hU77n [4. 3-b] 'J ^v^-- 6 — f ;u] If^'J ->*>- 3 -'f 4-h;l'X 

h (1. 0 2g) ^%tz. (0. 3 4g) &DMSO (3ml) \zmm\^. 7 'yiti- h ^ 

(0. 14g) S-lPA, 1 0 OX:T-l!ftm#Lfc«, Rl&fflft^SilO;^. I^Hx^^l/TtttBLfc. 

(^ffijK : i'no7t>;i'A : ^^'y-;P=5 0 : l) ICiO^Sb. 6- (3-7vHtf'^'J v>- l — f ^U) 1- [ 
3- (6-/H^^->e'Jv>-2-'f;W -1. 2, 4-N'J7'/P [4. 3-b] h:'J^v> (0. 2 2 g) 
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L-. ^i^7K*-f N'J-^A^^jKSrJlDA., J7nnjjx;i/A&i;2 -:/a/iy-;KDji^}§!K{CTttmL'fe, f#e.nfc#^ 
SS:*!l7KfiSKvif4^v>:7ATS:^^, «mTi§ffib, #^tlfcSfi*->U *y;P*7Ai7nT hi/77-f - (igffijg 
; i/nn^lNjPA : : 2 9%7>tX7*=3 0 : 1 : 0. 1) -CttSb. v'X5';Px-x;P-»KX5';P 
iCT^feJ^tS^tlriO, 1- [3- (6-^ K + ->trUv>-2-'f;i') -l, 2, 4-h'J7yD [4, 3-b 
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m i§«l<&MET@*bfe, #e.n>5:a^aSx3'/-;!/T^»L, e'^Ux> dOmU 4>. ]!iftaSgTT3 
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SJ^tfco K^^m^->>Jtiy)l'tiyJAi7U-7 hif yy'(- i^tH,^ ; i7UUts)VA) tciO^Sb. e-i^nn-N 
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*) OltmWti-i? d p pm) ;Sal:«( : yV-^ : HC I : ; 2 H C 1 : ; M 

e : ^'f-JV: E t : X?;P ■,RU Ac : Tt^^JUSr. •?-n^*^l;^-r. 
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85 








M: 230-231 


86 








M:97-98 


87 








M: 196-197 

N1:1.79(4H. br s), 6.90(1 H. d. 
J=3.4Hz). 7.30(1 H.d, 
J-10.Znz> 


88 


O- 






M:172-173 


89 




H 




M:302-303 


90 








M: 133-135 


91 








M: 244-246 


92 


a 


H 




M: 226-228 



[0 0 7 0] 
CSl 2] 



2004-231 8 



(35) 



93 


a 


H 




M: 283-284 


94 




If 

n 




M: 307-309 


95 




-CO 




M:250-252 


96 








M: 196-197 


97 




uMe 




M: 195-196 


98 








N1 :3.6-3.7(4H. m). 7.18(1H. d. 
J=10.3Hz), 7.96(1 H,d. 
J=10.3Hz) 


99 








N1 :3.79(4H, t J=6.1Hz). 7.34(1 H. 
cl.J=10^Hz). 8.45(1 H.s) 


100 


^ V 


OMe 




M: 136-137 


101 




0M« 




M: 154-155 

KI1*Qfi7^QLi onR^IU A 
n 1 . o.o /wrif SA O.U0U Mt Op 

J=9.6Hz), 8.52(1 H.d. 
J=16.8Hz) 


102 








M: 191-192 


103 








F:337 

N1 :3.36(3H, s). 4.56(2H. br s). 
8.15(1H.d, J=9.8Hz) 


104 




H 

A3 




M: 335-337 


105 








M:215-216 



(0 0 7 1 ] 
[Si 3] 



(36) 



106 








M: 21 9-221 


107 




vb 




M: 184^185 


108 


G- 






M: 270-271 

N1 :3.74(4H. t J=6.1H2), 7.40(1 H. 
d,J=10.2Hz). 9.47(1 H.8) 


109 


On 






M'190-191 


110 








M:186-187 


111 








M:275-277 


112 


\ f 






N1 : 3.7e(4H. t. J=6.1Hz). 7.34(1 H. 
d, J=1G.4Hz}, 8.70(1 H, s) 


113 




^P(OEt), 

Q 




M:98-99 


114 








M:202-203 


115 


On 






M:17&-176 

N1:2.28(2H.brs),3.86(3H,s), 
5.84(1H.d.J=10.3Hz) 


116 




OMft 




M: 181-182 


117 


O- 






M: 152-153 


118 








M:157-158 

N1:1.82(4H.brs).8.12(1H,d, 
J=1 0.2Hz), 8.78(1 H, s) 


119 








M: 171-172 

N1:2.28(2H. br s), 5.84(1 H, d. 
J=10.3Hz), 8.64(1 H.s) 


120 


ft 






M:150-151 



[0 0 7 2] 
[«1 4] 



1^612004-2318 



(37) 



121 








N1 :3.60(4H, t. Jse.lHz). 4.79(2H. 
s).7.15(1H.d. J^IO^Hz) 


122 








N1 :3.59(4H. t. J=6.1Hz), 5.69(2H. 
s). 7^8(1 H. d, J=10.3Hz) 


123 








M: 174-175 


124 




OMe 




F:354 

N1:3.71(iasX5.41(2H.s). 
8.05(1H,d.J=10.2Hz) 


125 








M: 187-189 


126 




0M« 




M: 126-127 


127 




OEt 




s).8X)5(1H.d. J=10.4Hz) 


128 




OyMe 
Me 




Nl : 1.16(6H. d. J=5.6Hz). 5.43(2H. 
s).8j05(1H,d. J=10.0Hz) 


129 




H OMs 




N1:3.88(3H. s), 7.43(1 H. d, 
J=10.2Hz). 10.74(1H. br s) 


130 




OMe 




M: 116-1 17 


131 








M:161-163 

Nl: 1.82(4H,brs).7.28(1H.d, 
J-10.2HZ). 8.42(1 H.d, 
J=7.8Hz) 


132 








F:328 

Nl : 1.65(4H, br s). 3.95(3H, s), 
8.12(1H.d. J=10.3Hz) 


133 


On 






F:328 

Nl :3.81(3H. s). 7.51(1 H. dd. J=5.4. 
3.0Hz). 8.13(1H. d. J=10.3Hz) 



[0 0 7 3] 
C«l 5] 



1$ El 2004-23 18 



(38) 



134 


A 






M: 207-210 

N1-4SBf2H brs) 73^f1H H 

J=10.1Hz). 8.42(1 H.dd.J=7A 
1.0Hz) 


135 




F 
F 




N1:1.59(4H.br8).3.95(3H,8). 
ai2(1H.dJ=10.3Hz) 


136 








N1:a98(3H.8).4.89(1H,d. 
J=4.4Hz).8.15(1H,d, 
J=10.3Hz} 


137 








F:325 

N1:2^5(2H.brs}, 7.48(1 H.d. 
J=10.3Hz). 8.08(1H. d. 
J=7.9Hz) 


138 








M: 168-171 

N1 :2.62(3H. s). 4.55(2H. br s), 
7.33(1 H, d, J=lU.2rlz} 


139 








F:351 

N1 :3.79(4H. d. J=4.0Hz}, 3.97(3H. 
8).8.12(1H,d,J=10.2Hz) 


140 




n 




IVI . 1 1 W 1 


141 








M: 126-128 


142 








M: 108-1 10 










M: 151-153 

N1:4.86(1H.dm J=46.9Hz). 
3.98(3H. s) , 7.49(1 H. d. 
J=10.3Hz) 


iAA 
1 HH 




A 




M: 154-157 

N1:3.97(3H.s). 4.93(1 H. dm. 
J=48.4Hz). 7.50(1 H.d, 
J=10.3Hz) 


145 








F:337 

N1:3.04(2H. d, J=1 1.8Hz), 
3.97(3H.s), 8.13(1 H.d. 
J=10.3Hz) 


146 




n 




M: 178-180 

N1 : 2.06-2.1 6 (4H. m), 3.97(3H. s.). 
8.22(1 H. d. 10.4Hz) 


147 


F 






M: 199-202 

N1 : 2.06-2.1 6(2H. m). 3.99(3H. s). 
7.56(1H.d.J-10.3Hz} 



[0 0 7 4] 
[«1 6] 



^632004-2318 



(39) 



148 








N1:3.97(3H.s).4.28(2H.d. 
J=13.7Hz).8.18(lH.d, 
u-iO.Znz; 


149 








N1 :3.96(3H. s). 4.30(2H. d. 
J=12.2Hz).8.15(1H.d, 
J=10.3Hz) 


150 








F:383 


151 








N1:3.97(3H.s).4.51 (2H.d. 
J=:14.1Hz).8.24(1H,d. 

J=10.2Hz) 


152 








N1:3.04(2H, d. J=:11.8Hz), 
397(3H s) &13f1H d 
J=10.3Hz) 


153 




N OMe 




F:340 


154 


Ox 




HCI 


M: 172-1 75 


155 






HCI 


M: 167-168 

N1:3.85(3H.s).4.58(2H.m). 

O.UHiiir Cl, J=/.cSnZ^ 


156 






2HCI 


N1:2.77(3H.8).2.78(3H.s). 
4.45(2H. d. J=5^Hz). 8.22(1 H. 
d.J=10.3Hz) 


157 






HCI 


M:214^216(d) 


158 






HCI 


M: 173-175 


159 






HCI 


M: 172-174 


160 




OMe 


HCI 


M:150-153 


161 




^ Me 


HCI 


Til .iJo^on, 8), o.lW/m, t, 
J=5.9Hz). 7^9(1 H. d. 
J=10.4Hz) 


162 




OMe 


HCI 


M: 104-106 

N1 :3.12(2H. t, J=7^H2). 3.68(3H, 
sX 7.66(1 H.d.J=10.4Hz) 



[0 0 7 5] 

mi 7] 



11692004-2318 



(40) 



163 






HCi 


M: 133-134 

N1 : 1^3(3H, t J=7.1Hz). 3.96(3H. 
s). 7.56(1 H,d,J=10.2Hz) 


164 


o~ 




HCI 


M: 139-141 


165 






2HCI 


N1:3.99(3H.s).4.34(2H.d. 
J=13.2Hz). 7.59(1 H. d. 
J=10.2Hz) 


166 


H 
H 




HCI 


N1 :4.00(3H, s), 7.02(1 H,d, 
J=7.8Hz). 8.19(1H. d. 
J=10.3Hz) 


167 


H 
H 


N OMe 


HCI 


N1:4.00(3H,s). 4.39(1 H.d, 
J=13.2Hz), 8.22(1 H.d. 
J=10.3Hz) 


168 


PftO C JL M 


XX 


HCI 


N1 : 1.17(3H. t, J=7.1H2), 4.01(3H. 
s). 8.29(1 H. d. J=102Hz) 


169 


\> 


XI 


HCI 


F:351 

N1 : 2.07(1 H. br sX 4.01(3H, s). 
8.24(1H.d. J=10.3Hz) 


170 








N1:3.95(3H,s). 6.48(1 H.t. 
J=8.6Hz), 8.59(1 H.d. 
J=10.3Hz) 


171 


/—COOEt 




HCI 


M:133-135 


172 


Ok 






M:193-195 


173 


Ok 






M: 226-227 


174 


Ok 






M: 178-179 


175 








M: 175-177 


176 








M:143-144 



[0 0 7 6] 

m\ 8} 



4$ra2004-2318 



(41) 



177 








M: 124-125 

N1 : 1.77(4H. br s), 2.62(3H. s). 
7.31(1H,d. J=10.3Hz) 


178 








F:337 

N1:3.45<3H,5).4.00(3H,sX 
8.03(1 H. d, J=10.3Hz) 


179 








M: 139-141 

N1 : 7.73-m(4H. m). 2.62(3K s) . 
/•ZcSvinv 0, u-~iu.onz/ 


180 








N1 :3.97(3H. s), 8.16(1H. d. 
J^iaSHz). 12.17(1H. br s) 


181 


0 






N1: 3.98(3H. 8). 4^7(2H, d. 
J^.4Hz). 7.49(1H. d. J^.5Hz) 


182 


Q 


Q 

OMe 

0° 




M: 189-191 


183 








M: 176-177 

N1 : 1.63(6K br sX 7.48(1 H. d. 
J=10.2Hz),7.76(1H.d, 
Js7.8Hz) 


184 








M: 168-1 71 

N1 : 1.80(4H. br s). 7.31 (1H. d. 
J=:10.3Hz). 8.47(1H. d. 
J=7.6Hz) 


185 








F:384 

N1 :4^7(2H. br s). 7.35(1H. d. 
J=10.0Hz). 8.48(1H. d. 

0-/.OrlZ/ 


186 




CN 




M:206-208 


187 








M: 160-162 


188 








N1 :3.79(4H. t. J=6.1Hz), 7.31(1H, 
d,J=10.0Hz). 8.99(1 H,d, 
J=16.4Hz) 


189 








N1 :3.75(4H, t J=5.9Hz). 3.8S(3H. 
sX 8.02(1H. d. J=10.4Hz) 



[0 0 7 7] 

mi 9] 



^612004-2318 



(42) 



190 








M: 228-229 


191 








M:217-219 


192 


On 


OEt 




F:364 

N1 :1.42(3H. t. J=6.9Hz), 7.53(1 H, 
d. J=16.6Hz).8.06(1H.d. 
J=10.3Hz) 


193 




EU|a^ ^Ma 

Me 




N1:2.25(3H.s),2.34(6H.s). 
8.11(1H.d.J=17.1Hz) 


194 




CI 




N1 :3.76(4H. t. J=5.9Hz), 7.32(1 H, 
d. J=10.3Hz}. 8.52(1H. d, 
J=1o.4Hz} 


195 








M: 166-167^ 


196 




AO 




M:239-241 


197 








Nl : 7.14(1 H. t. J=7.3Hz). 8.05(1 H. 
d,J=1 0.2Hz), 8.48(1H.d. 
J=16^Hz) 


198 








F:329 


199 




Q-OH 




F:325 


200 








F:323 



[0 0 7 8] 
(«2 01 



^^2004-2318 



(43) 



Ex 


Str 


Dat 


27 




M* 127-129 


28 




M- 153-155 


201 




M: 185-186 

N1 : 2.40(3H. s). 3.86(3H, s), 8.01(1 H. d. 
J=7.9Hz) 


202 




N1 : 1 .36-1.43(4H. m). 3.60(3H. s), 7.92(1H. s) 


203 




M: 160-162 


204 




M*1QB-11Q 

N1 : 1.65(6H, br s). a09(1H. s). 8.57(1H4>r s) 


205 




1/1:146-148 

N1 :1.65(6H, br s), 3.95(1H. s), 8.18(1H, s) 


206 




F:324 

N1 : 1.82(4H. br s). 3.94(3H. s), 8.1 8(1 H. s) 


207 


\Xi -HCI 
N 


M: 178-1 79 

N1 : 1.65(6H. s). 3.84(3H, s). 8.59(1H. s) 


208 


L hi J 


M:173-176 


209 


■o 


F:371 

N1 : 1.53(4H. br s), 8.55(1 H, s). 8.62(1 H. br. 

8) 



[0 0 7 9] 
(S2 1] 



<^B3 2004-2318 



(44) 




a-1) 0-2) a-3) (1-4) 



No. 
1 




No. 
6 


O 


No 

11 


a 


No 
16 


R* 

.A 


2 




7 


Q- 


12 


a 


17 




3 




8 


o- 


13 




18 




4 


'0- 

F 


9 


o 


14 




19 




5 


F-^N- 


10 


O 


15 


F 


20 





[HI] 



8.0 1 



- •« : P<0.01ntfjm(ponnBtfBteiO 



. . ■ 




^mmit^tmBJm oie / site) 



m2] 




1$ra2004-2318 



(46) 



(51) Int. CI. 7 FI T- vn-K (##) 

A6 1P 1/02 A6 1K 31/675 

A 6 1 P 19/02 A 6 1 P 1/02 

A 6 1 P 19/08 A 6 1 P 19/02 

A6 1P 19/10 A6 1P 19/08 

A6 1P 19/10 

iwmm iBi* ^ift 

(72)few# m ftiffi 

^mm-o < «mffl^*tH 2 1 \ui.mmmm7!:^^\^ 

(72)56M« -fig 
(72)56W* 

< 2 1 Ulj;tl*gSlil*SC#art 

(72)56W# Wrt IS 

^*?»-p<«rtfii#}*sH2 1 ihi.p^mmm^^^fH 
i^a&m-z) < mmm^Bi 2 1 m^rt 

(72)fgW# /h« lEA 

F^'-A(##) 4C050 AAOl BB05 BB06 CC08 EE03 EE04 FF05 GG04 HHOl 

4C086 AAOl AA02 AA03 BC31 BC54 CB05 DA38 HAOl UA04 NAM 

ZA67 ZA96 ZA97 



l>*RbttH. CO -im7)V^)im^, E\im-^, Ci_37;P+l/>, h*-U> (-C = C-) r2H7 
) -1. 2. 4-KU7.yn [4. 3-b] \dUy'y>^<D3, 6-S?llSl01. 2. 4-h^)7'/a [4. 3-b 



